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w York (1965*£) 

4. &mmm mitmmmmm u #>A*«©tf^iv, 205 

, (1977^) 

5. ^mmmmm. mmm&omm. mum. i-frmuL &)umm 

[0 0 2 3] 

^>^;i/T;i/=i-;i/^)iM, 4 -*^;i/'<>xt: FU ;i>t ^ >&fll. PAM&flg, 4 

FWflg. 4- (2' ,4'-S?^ h*S/7i-^-K Kn3f2/**-/l/) 7i;^f« 
, 4- (2' ,4'-^;* F^ri/7aiZi;i/-FBOcT^ 7 7 x. J 3? S/*tBt& if £ 
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<D&mm&j;mzm\ mm±T*m&z-&. iiit^i$tifcLH-RHit 

FISiilTH Dec, N.N'-S/W^n tf;i/#;i/;K$M ^ F, N-x^;i/-N' -(3-S? 
^f^7^;^ny;i/) ^ F&£f#fflv^n&o z\frbiz&z>mmt 

izit^izsntrnfflmtinm m%.ii. HOBt, hoobi, H0Nb)£:i::&£^»7^ JM* 

wmmm \zwm-tz> * *f * «H0Btx * s v > isHooBt 

[0 0 2 4] 

^RmizmmL^^^t^^tir\ f ^mmf)^ms:mm.^no^ 0 mint, n 

mis, FU ^/i/rrnx* y -;i/^if©r;i/=3-;i/^ ^^^;i/x;i/jJn^2/ FfcH 

fS7^ ;t5:7tf ;WttS3t{CJ:oT> &<Dfrm\Z&m*tS-7Lte^ <fc O IZ? 

2 1 ffllE# 2000-3060363 
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[0 0 2 5] 

m&<DT$ Jm<D&mMt:LTl*. i^H Z. Boc, t -sO^JV*3ri/J] 

ci-z. Br-z, 7*~v>^;i/tf 3p$/;*j;i/tf;-;w h'j7Mnrtf^ .7 

j =f-asrA)^. Fmoc, p h^-ty^y^f y^frfc—ivteif-frm^bftZ* 
#;i/^3rSwi/^&, #lx.kf, r^^x^-^Mt *^;k x^;i/> 

- hn'OS^i/xx^K 4-^h^i/'<>^MXfA, 4-t7uw<>p;i 

t^#5 0 r<Z)x;*^;Mt;ic*g-r£g£ Hit yfe^;«&£<z><£ 
ti^c jL-^Mtizm-tzmt bin -^h^tK 

fQi/>©7i; -;i/tt7K@?S©««S^ l/Tlt fflZ.lt. Bzl, Cl 2 -BzU 
2-rhn^>^K Br-Z. t -y^l/fr^tf/aVM^nSo 

tXf^>0>f ^ LXlt. mZ.lt. Tos, 4-* h3f£/-2,3 

,6-hV^fM>t*>^;i/^-;k DNP. t/*^;K Bum, Boc % Tr 

[0 0 2 6] 

#®ST*#»£*l£: (ffl) LH-RHgi#i:LTH _tiH<Z> L H - R 

2 2 ailEEW 2000-3060363 
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fIit^I$nfeLH-RHg^i:bT, JittfttCtt, S (I I 

I) 

5-oxo-Pr o-H i s-Trp-Ser-Tyr-Y -Leu-Arg ( X ) -Pro- Z 

C^tfJ, Xi$&mm$:. Y&DLeu, DA la, DTrp, DSer(tBu), D2Nal£ < fctfDHis(I 
■IUl)jfrt>jBM^&flt3SS.. ZCT C 2 II 5 3: t. t d:Gly NII^ tL - t^r^T < i-) T^g 

^(iii) if. x-e^t£*i&&^£: bT&. z, Boc, t-^>^ 

3f S/*;!^— ;K Cl-Z, Br-Z, 7 £>>^;i/:fr3f S/#;i/iKx:;K h'J7MD7 

7x-;v*7v7-f;ft>f^ Fmoc % p - ^ h * i/Ky-g y^^as— gwm 
S(III) tg$n§^7f Fwltlttt, iiH J:J^©i^i:im«l^% 
S (I I I) K*fctt-t©*6W:, JiM©e^^i©^^ 

9- F&mmc&^xm&^&z t>\ ^mzit. Min wo 9 

7/4 8 7 2 6#lCSB*©^^fcli^tltcm^fe^CJ: U, UltSZli:^ 
[0 0 2 7] 

(Btt««jRJ6S) fcltlt iill Pd-HfeSV^iPd- 

^b<tt^5t~^l 5TC, $ blZftt. V< {*^8"C~^Jl 2 

2 3 2000-3060363 
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fifty a-:7n l/y >) ©D-His 2 #) ©10^$:?3&mW^«I^|-r^r £#T*££«, W. 

j:i3©fl^«^©M^^raii5ts^j 1 1 0 ^ra> l < urn 2 f£^~ 

„ ^^-t— v-;k ;\°^? ^f^x^7-f K, 1, 

L<te£j8r~ift 1 2TCT^f e>3£lC«J:»K L H - R H^#©^iZ ^ ftM 
-f£# (JMfclftlCfc}:. ±m<DV =l-?U UV y (»» , ;a-7 , nl/'J» ©ii-S-tC 
'Ja-^DU'J> (»i'Ja-yni/'J>) ©D-His 2 fl0 <DM2Z*%)%k&HZ 
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[0 0 2 8] 

y, LH-RHiift®7t5ftMtt<* ±ma>v 3.-7u isv y 

mTy=E-yi±yk&m. mtryz-v&Tkmm. vym±bvv&*mwi. y 

ymry^-V&ykmmteZ (#£L<tt. WWt-f- V V *2*tM§$£&£) ) £8* 

iULT, LH-RH»*#&**K:«»"*<&. P Htt*&3 5 

m4~m6. ft£l<<i*m4. 3~£j4. 71CWUSUTLH-RH^^S:^ 

Ig^OTC-ifelOt, L<tt^j3lC~^7lCT^e>r tlZJ: y, LH- 
RH3N*#©9-fe3ftJSffi# (MfrWtCti, _LS3©y a-^O l/U > (fi'Ja 

2 5 miE# 2000-3060363 
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[0 0 2 9] 

&mmmn. *<Dm<D^n%s) <DA&*miz'j>&^m#>x-m§hm.<DLH - rum 

£.&t°£. ttmmmzmmis. ^mxhu-RHmm^m^-r^^t^x^ 
& e z<D&frt>%'&#;&ffiKtt i '<, *ftw<Dmmm*LH-RHmmfo<Dj:mm 

[0 0 3 0] 

Mf&ffl 1 5-^ 3f V -L- rf U V JV-L- t^f^-L4'J^h7-f JV-L-t V JV-L- 

=$-uv ;i/-D-n i/;v-L-u -f i/;i/-L-r;i/^r— ;i/-N-x^;b-L-^n U > 7 ^ K 

CJa-^Ol/'JX yja-ya^F, Leuprolide) GDlgit (1) 

h^r$//<>-^>^;i/*— ;i/-L-T/b=¥— ;i/-N-X^^/-L-3fn U >T5 F68.35 
g ($6*52. 92g) Sritlx., 8-12*0X^3^^0^0 V ? A . (646g) 7K 

(?Kl896nL) i:K^3i^;i/396inL(DliMtC, £-5~5*C T'fltlX., 

3~TCT'30ftmMWLtpmht~ o ^aM^0.11M^^-hU^A^®?£ 
( P B3. 9-4.3) 2316mL£#tIX.T, 3~7TCTii#b}t&ffi bfc- . Sf^T*pH4.3~4.7lC 
HflEL. »^3i^-;i/372mLS:inAfe^ #?£L£c 7K« £H^:r^;i/372mLT% 3 
~7TCT?8sJ|H,fc. *®£25T;j^TT*^jBE^g#. »BftT?PH4.3~4.7K:MEU L 
eupro 1 i de© ( 1 ) % # . 

Leuprolide acetateJR* : 44.26g (90.9%) 

2 6 ajfl4# 2000-3060363 
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ISI#^n > 7hi'*7 7-f- D c 5I (meuprolidetf-^®^i:b^) : D-Trp 3 # ; 
^Nfcffi, D-Ser 4 #: ; D-His 2 # ; 0.27%, L-Leu 6 #; ; 1.14% 

[0 0 3 1] 

mmm 2 5-;*- 3f v -l-^ n y ;i/-L- t: x s?;i/-L- h y ^ h 7 j ;i/-L-ir y jv-l- 
n t/;i/-D-n >f i/;i/-L-n >f $/;i/-L-7;i/^-;i/-N-if;i/-L-yn y >y ^ K 

(Lnupiulidn) Wjmm. (2) 

Leuprolide(£>?M§|g(l)5600g (Leuprolide acetate 85.46g) $:Z#t?V)\/Zh 
^mMMmm ( H P 2 M G : =^f tm) 5500mL<Z> A^MDVh IC3-71C T*M?g 
L£„ 0.3MSt^hy^A^?K (PH6.3) HOOOmU 0.025«»i7> : E- 1> A* 
^13750mL, 10^i%^:^7-;i/7K^19250mL$:, 3~7lCT^3i^L^b 
fc„ 3~71CT% 0.05Mg^*^41250mL£M^bigit£*Tofc 0 ^3&E£il«>, 
35rj^T-e^jEigi&iMTV^ Leuprolide©*}^ (2) £#fc„ 
Leuprolide acetateJK* : 73.77g (86.3%) 

iHWnvh^?^-^! (*fLeuprolidebf-*®«J») : D-Trp 3 # ; 
0.11%, D-Ser% ; 0.03%, D-His 2 #: ; 0.24%, L-Leu 6 # ; 0.42% 
[0 0 3 2] 

mMW 3 5-^- y -L- -?n y ;i/-L- 1: ^ 9- ;i/-L- h y zf b ? a ;i/-L-fe y ;i/-L- 
S/;i/-D-n>f i/?i-L-u>( t/?v-L-r;i^f— ;i/-N-a:^;p-L--^D y >t^ K 

(Leuprolide) <D$£g (3) 

Leuprolidetf)7fci§$[(2)3731g (Leuprolide acetate 73.54g) fc^g^^^J* 
l^«^fll©/jN!fezSa (H P 2 0 S S : Hf^fcS*) 2200mL<Z);*J^A? □ V MC13~ 
17rr*ji?Kbfco O.lM^^by (PH6.3) 6600mL, O.OlMgt^TV^ 

— ^A7K^9900mL, 2K2200mL£. 13~17"C "ejlfi&ji^ bSfci£ L fc„ 13—17^^ 
% 20^i%X^ J -;i/^K^?K8800mL, 35^i%X & J -;i/7K^?£8800mL-^JlS#C?£ 
M*tf-ofc B m$b&$:M#)35X;UT-£m]£mm*:fi\<\ Leuprolide©7M£$E(3) 

Leuprolide acetatelRil : 64.55g (87.8%) 

illI#fn7h^77^-SI (meuprolidetf-^S^Jt^) : D-Tr P 3 # ; 
0.12%, D-Ser 4 #: ; 0.04%, D-His 2 <*c ; 0.18%, L-Leu 6 #: ; ^F^ffi 

2 7 ffiSE# 2000-3060363 
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[0 0 3 3] 

HJfeM 4 5-7t*r V-L-Zf U U ;i/-L-fc 7.^ V h'J^h7-f ;b-L-iz U ;i/-L- 

— @t^i& (Leuprolide acetate) <Z)$gi£ (4) 

Leu P rolideOTK^^(3)436.7g (Leuprolide acetate 63.90g) tc^Mr** h 
jV>?)\> (Sipliadex LII 20. TT-r^V^T) SflOOuiL & JBVT^-J 1 k> > PV ! ■ Iff 1 

SfO^ffc^U Leuprolide acetate<D^*£3£^.S6<).38g&#fco 
Leuprolide acetatei&il : 60.02g (98.9%) 

ilSi^^D7h^77>f-SI (^Leuprolide If -*®^tt«) : D-Tr P 3 # ; 
0.1 IX, D-Ser 4 fl£ ; 0.03%, D-His 2 # ; 0. 18%, L-Leu 6 # ; ^&ffi 
[0 0 3 4] 
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immi 
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